m n-93 ON 30 MAR 2007 
FILE ' HOME ' ENTERED AT 13:13.23 ON 



=> file registry 



o - 1(aB \Stnexp\Queries\10607175_NEWa.str 
Uploading C:\Program FUesNStnexpW 



= > 




22 




on 01 01 23 37 48 49 50 
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ring nodes : 27 28 2 9 30 31 32 

123456 24 « 
41 42 43 44 45 46 47 

ST 5-7 7-3 8 9 HO - , l 48-50 

18-19 18-20 19-21 19-22 ^ ^ _ 

ring bonds : , „ . - 5 _ 6 24-25 24-28 25-26 25-33 

X-2 1-6 2-3 3-4 4-5. ^ ^ ^ 

29 ,„ 70 31 31-32 33-34 34-35 35-36 38 39 

28-32 29-30 30-31 JA 

40-47 41-42 

42-43 44-45 45-46 46-47 4? _ 48 
exact/norm bonds : 17 . 18 18 -19 19-21 19-22 
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exact bonds : x 18 . 20 23-24 24-25 24 

1-13 2-14 8-3 5 ■ 
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48 ' 50 , -5-7 99 28-32 29-30 30- 

normalized bonds s 2g _ 26 25 . 33 26 . 3 6 27-28 27-29 

1-2 1-6 2-3 3-4 4-S - - 42 _ 43 
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PRIORITY APPLN. INFO. 

^ E R ration related method for ^^^^ 

attaint to I solid support or a functionality already comprxsxng a solxd 
suPPort B is a functionality for the attachment of one or more amino acxds or 
HftlZ's or a functionality already comprising one or more amxno acxds or 
peptides, C is a functionality for the attachment of ^.^J^^S/ 
functionality already comprising one or more labels, K, L are xndependentxy 
(un) suostituLd alky! chains with at least two C-atoms (one or more non- 
neighboring C-atoms may be substituted by O, NH, alkyl- or arylxmxno S, CO, 
an ester or amide group and/or neighboring C-atoms may be connected vx a a 

^-X^^^ U = ^^^^ 

" ^ 64 RCT° (H^c^ant) "synthetic preparation) , PREP (Preparation) ; RACT 
(Re rsoUd-pnare a syntL 8 x S of C-terminally labeled peptides) 

S Butanoxc 5 ;cid CA I-^- [ [ t [5- (dimethylamino) -1-naphthalenyl] sulfonyl] [2- [ [ (9H- 
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CAS INDEXING IS AVAILABLE FOR THIS W™£ labelled pep tides and building blocks to 
A method for ^paring ?"ter«i^ly labellj-P p ^ ^ ^ 

be used an t^s syntheses -eludes a t ^ ^.^ ^ ^ ment 

one devxee for attachment to attachm ent of a label, whereby the devrce 

.o/tne^tachment of amino Lids and/or the device for the attachment of a 
a s M , e.g. an alkyl- or polyethyleneglycol- l-ker. 
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chain nodes : „ 16 17 18 19 20 21 22 

7 8 9 10 11 12 3g ^ 39 4Q 

ring nodes s 26 2? 28 2 9 30 31 32 33 



41 42 43 ,» 16-17 17-18 

chain bonds , l0 . u u-12 14-15 15-16 15-38 

1 " 13 2 " 14 ,„ 5 19 « 19-22 21-23 23-24 39-45 41-44 

" 4 , 24 . 25 24 -29 25-25 25-33 25-2, 25-35 2,-2. 2,- 

exact/norm bonds = 15 . 38 17 . 18 is-19 19-21 19-22 21-23 

5-7 7-8 H-12 14-15 ^_ 

ST5!S"i-9 9-10 lO-H 16-17 18-20 23-24 24-25 
44 



29 

28-32 29-30 
42-43 



normalized bonds : ^ ^ ^ 25 . 33 26-36 27-28 27-29 28-32 29-30 30- 

35 36 38-39 38-43 39-40 40-41 41-42 42-43 
31-32 33-34 34-35 35-36 38 
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Patent 
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APPLICATION NO 
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DATE 
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SOURCES) = . ate ^ T a VoUd-^Lse method for preparing C-terminally 

The invention relates to a soliap this thesis . The 

labeled peptides and ^il^9 ^ ; s ° ^ a is a functionality for the 

building blocks have fo ™ ul % A ^ ( f I^ioaaality already comprising a solid 
attachment to a solid support or a J^ia^Uty one or more amino acids or 
support, B is a functionality for the attachment o ^ ^ ^ ^ 
peptides or a funct alread y co «P» ^ Qf one or more la bels or a 

peptides, C is a fu " Ct ^^Lq 0 ne G r more labels, K, L are independently 
functionality already comprising one or c . atoms {on e or more non- 

(un) substituted alkyl f - n8 s X s Stuted by O ^ alkyl- or arylimino, S, CO, 
neighboring C-atoms may ^,^ S ^^ring C-atoms may be connected via a 
an ester or amide group and/or neighboring N . bi otinyl- 
double or triple bond), and « a are 0 or 1 ^"^^p^^, - 2 - 
N'-Fmoc-ethylenediamine-MPB-AM-resin [MPB ^ g ^ prepareQ a nd 
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CAS INDEXING IS AVAILABLE FOR THIS WMT. peptides and building blocks to 

AB A method for preparing ^^^YSivalen? nitrogen atom having at least 

be used in this synthesis includes a tri ™*? nt v _ for the attachment 

j ai-farhment to a solid support, one device ror uue ol-l. 

one device for attachment: to a at , tac £ ment of a label, whereby the device 
of amino acids and one device for attachment ot a , attachment of a 

for the attachment of ammo acids and/or the device ror * 
label is a linker, e.g. an alkyl- or polyethyleneglycol- linker. 
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chain node. :^ ^ ^ ^ ^ ^ ^ lg ig 2Q „ 22 23 38 39 41 51 
ring nodes ^ ^ ^ ^ ^ ^ ^ 29 3Q 31 32 33 34 35 36 40 42 43 

44 45 46 47 48 49 50 

chain bonds : 14 _ 15 15 _ 16 15 . 38 16 -17 17-18 

18-19 2 18-20 5 " 7 19- 7 2 i 19-22 ^l 23 23-24 38-39 38-41 39-40 43-51 48-52 
ringbonds^ ^ ^ ^ 25 . 26 25 -33 26-27 26-36 27-28 27- 

28-32 29-30 30-31 31-32 33-34 34-35 35-36 40-42 40-46 42-43. 43-44 44-45 

45- 46 45-47 

46- 50 47-48 48-49 49-50 

exact/norm^bonds ^ ^ ^ ^ ^ „_„ 21 _ 23 3 8-41 40 

42 

40-46 42-43 43-44 43-51 44-45 

!-lf 2!lf 8-9 9-10 10-11 16-17 18-20 23-24 24-25 24-28 26-27 38-39 39- 
40 

48-52 

normalized bonds : 2? _ 28 2? _ 29 28 _ 32 29 - 3 0 30- 

1-2 1-6 2-3 3-4 4-5 5-6 25-2b " 
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containing 1 : 24 : 
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33 : :Atom 34 : Aton, 35:Ato m 36:Ato m 3 8 -.CLASS 39:CLASS 40:Ato m 41=CLASS 

IV-HZ 44:Ato m 45:Aton> 46 -.Atom 47:Atom 48:Ato m 49:Atom 50 : Atom 51. CLASS 
52 : CLASS 
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AB The invention relates to a solid-phase method for preparing C-termmally 
labeled peptides and building blocks to be used in this synthesis. The 
building blocks have formula A-N (Lm-B) Kn-C, where A is a functionality for the 
attachment to a solid support or a functionality already comprising a solid 
support, B is a functionality for the attachment of one or more ammo acids or 
peptides or a functionality already comprising one or more amino acids or 
peptides, C is a functionality for the attachment of one or more labels or a 
functionality already comprising one or more labels, K, L are independently 
(un) substituted alkyl chains with at least two C-atoms (one or more non- 
neighboring C-atoms may be substituted by 0, NH, alkyl- or arylimino, S, CO, 
an ester or amide group and/or neighboring C-atoms may be connected via a 
double or triple bond), and m, n are 0 or 1 with m + n > 1. Thus, N-biotinyl- 
N'-Fmoc-ethylenediamine-MPB-AM-resin [MPB = [4- (3-carboxypropoxy) -2- 
methoxyphenyl] methyl; Fmoc = f luorenylmethoxycarbonyl] was prepared and 
applied to the synthesis of H-Asp-Glu-Val-Asp-Ala-Arg-NHCH2CH2NH-biotinyl . 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB A method for preparing C-terminally labelled peptides and building blocks to 

be used in this synthesis includes a trivalent nitrogen atom having at least 
one device for attachment to a solid support, one device for the attachment 
of amino acids and one device for attachment of a label, whereby the device 
for the attachment of amino acids and/or the device for the attachment of a 
label is a linker, e.g. an alkyl- or polyethyleneglycol- linker. 
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CODEN: CCHSFU; ISSN: 1386-2073 
Bentham Science Publishers Ltd. 
Journal 

I.GE : l n . 9l v S L„,, n v,nut assay for the measurement of protease 

we have developed a high .throughput assay J« research in functional 

activity in solution This tectanol. * c ^ e protease subs trate evaluation 

proteomics and enable biologists to Jtreamiin p prot ease substrates in 

Ld optimization The pep tide S£ a biotin moiety and a 

this assay are labeled on carboy termi protease cleavage causes 

fluorescent tag is attached to the amino term d ^ 

the biotin containing fragment to be ^ache d containi ng species 

fragment. Following tbe P^ea.e t««t»ent^_ £ ^ ^ ^ 

(uncleaved substrates and the cleaved car * beads . The cleaved 

substrate) are removed by ^cubation with ^repta ^ solufcion 

f luorescently labeled ^-'"^S^fS. Lotion is directly proportional 
The measured fluorescence intensity of tne validate d using trypsin, 

to the activity of the protease. This assay wa 
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AB 



IT 



bti Hsin-A, euterofcinase and tobacco etch virus 
Cymotrypsin. caspase-3. .ubtUxsin 

protease. labeled 921939-53 -9D, 

9 P 21939-51-7D. fluore jcexn Ijb ele fluQrescein labe led 

fluorescein labeled 9 J«" 92 i939-57 -3D, 

921939-56-2D, "^f^^^fs 4 D, fluorescein labeled 
fluorescein labeled 9 " 9 " 92 i939-60-8D, 
921939-59-5D, fluore fluore scein labeled 
fluorescein labeled 92 ^ 9 ",^ beled 92 1939-63-lD. 
921939-62-0D, «^ e !^ 9 ^S. fluorescein labeled 
fluorescein labeled 921 ~* bgled 92 1939-66-4D, 
921939-65-3D, ^^^Jf'sl fluorescein labeled 
fluorescein labeled 9219 ^- beled 92 1939-69-7D, 
9 21939-68-6D, fluore jcexn lab el fluorescein labe led 
fluorescein labeled 92193* 92 l939-72-2D, 
921939-71-1D, fluore scexn lab eled fiuorescein labele d 
fluorescein labeled 921939 la ^ eled 921939-75-5D, 
921939 -74-4D, 9 ! !; D , fluorescein labeled 

fluorescein labeled 9219 ^,_ beled 92 i 9 39-78-8D, 
921939-77-7D, "^^^i? fluorescein labeled 
fluorescein labeled 921939 ^ ' 921939 - 8 1-3D, 
92193 9-80-2D f^f^^D fluorescein labeled 
fluorescein labeled 9219 ^, beled 92 l 9 39-84-6D, 
921939-83-5D "^f^^?^ fluorescein labeled 
fluorescein labeled 92193* d 92193 9- 87-9D, 

92193 9-86-8D, fluorescein labeled 

fluorescein labeled 921 ~ 9 beled 92 i 93 9-90-4D, 
921939-89-1D, ^Hf^-Sl 5D fluorescein labeled 
fluorescein labeled 92193* 92 1939-93-7D, 
9 21939-92-6D. fluoresce lab el ed labeled 
fluorescein labeled 921 ~* beled 92 l939-96-0D, 
921939-95-9D, «l«>rescexn 

97 _1D fluorescein labeled 
fluorescein labeled 9219 ;> y d 921939 -99-3D, 

9 21939- 98-2D ^f^O 00 3D, fluorescein labeled 
fluorescein labeled 92194U 921940 -02-5D, 

9219 40- 01-4D, f lucre ^ d fluo rescein labeled 
fluorescein labeled 921940 " 921940 -07-0D, 
921940 -05-8D, fluore see- ^ab ele fiuorescein labe led 
fluorescein labeled 921940 ,^ eled 92 1940-13-8D, 
92194 0-11-6D, "^J^o^S? fluorescein labeled 
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Two novel peptide scaffolds, viz. cyclo [ (Na-Alloc) Dpr- p-Ala- (Na-Fmoc) Dpr-P- 
Ala] and cyclo [ (Na-Alloc) Dpr- a-azido-P-aminopropanoyl- (Nct-Fmoc) Dpr-p-Ala] , 
composed of orthogonally protected 2 , 3 -diaminopropanoyl (Dpr) and p-alanyl 
residues, have been described. Fmoc chemical on a backbone amide linker 
derivatized resin has been used for the chain assembly. Selective removal of 
the 4 -methyl trityl (Mtt) and 1 -methyl - 1-phenylethyl protections (PhiPr) 
exposes the p-amino and carboxyl terminus, resp., and on-resin cyclization 
then gives the desired orthogonally protected cyclo-p-tetrapeptides . The ct- 
amino groups, bearing the Fmoc and Alloc protections and the azide mask, allow 
stepwise orthogonal derivatization of these solid-supported cyclo-P- 
tetrapeptide cores. This has been demonstrated by attachments of various sugar 
units [viz., acetyl- or toluoyl -protected carboxymethyl a-D-glycopyranosides 
and Me 6-0- (4 -nitrophenoxycarbonyl) -a-D-glycopyranosides] to obtain diverse 
di- and trivalent glycoclusters. Acidolytic release (TFA) from the support, 
followed by conventional NaOMe- catalyzed transesterif ication or hydrazine- 
induced acyl substitution in DMF (41 and 42), gives the fully deprotected 
clusters as final products. 
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[4- [ (2-carboxyethyl) amino] -4 -oxobutoxy] -2 , 6-dimethoxyphenyl] methyl] 
(CA INDEX NAME) 



- (9CI) 



Absolute stereochemistry. 
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HO2C 
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(CH 2 ) 3 
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RN 880637-94-5 CAPLUS 

CN P-Alanine, 3-amino-N- [ (9H-f luoren- 9-ylmethoxy) carbonyl] -L-alanyl- 
2-azido-p-alanyl- (2S) -2- [ [ (2 -propenyloxy) carbonyl] amino] -P~ 
alanyl-N- [ [4- [4- [ (2-carboxyethyl) amino] -4 -oxobutoxy] -2,6- 
dimethoxyphenyl] methyl]- (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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142:94138 . 
Method and building blocks for preparing C-terminally 

labeled peptides 

White, Peter David; Beythien, Jorg Karl Wilheim 
UK 

U.S. Pat. Appl. Publ., 21 pp. 
CODEN: USXXCO 

Patent 
English 



KIND DATE 



APPLICATION NO. 



DATE 



US 2004265949 
PRIORITY APPLN. INFO.: 
OTHER SOURCE (S) : 
AB 



Al 



20041230 



US 2003-607175 20030626 
US 2003-607175 20030626 

SOURCE IS J : MARPAT 142:94138 , 

The invention relates to a solid-phase method for PW rin 9 ^?™ x ^ y 
labeled peptides and building blocks to be used m this synthesis The 
bS Wing blocks have formula A-N (Lm-B) Kn-C, where A is a functionality for the 
attachment to a solid support or a functionality already comprising a solid 
support, B is a functionality for the. attachment of one or more amino acids or 
peptides or a functionality already comprising one or more amino acids or 



peptides, C is a functionality for the attachment of one or more labels or a 
functionality already comprising one or more labels, K, L are independently 
(un) substituted alkyl chains with at least two C-atoms (one or more non- 
neighboring C-atoms may be substituted by 0, NH, alkyl- or arylimino, S, CO, 
an ester or amide group and/or neighboring C-atoms may be connected via a 
double or triple bond), and m, n are 0 or 1 with m + n > 1. Thus, N-biotinyl- 
N 1 -Fmoc-ethylenediamine-MPB-AM-resin [MPB = [4 - (3 -carboxypropoxy) -2 - 
methoxyphenyl] methyl; Fmoc = f luorenylmethoxycarbonyl] was prepared and 
applied to the synthesis of H-Asp-Glu-Val-Asp-Ala-Arg-NHCH2CH2NH-biotinyl . 
IT 816430-03-2P 816430-04-3DP, resin-bound 
816430-04-3P 816430-05 -4DP, resin-bound 
816430-06-5DP, resin-bound 816430-06-5P 
816430-07-6DP, resin-bound 816430-08 -7DP, resin-bound 
816430-08-7P 816430 -09-8DP, resin-bound 
816430-09-8P 816430-10-1DP, resin-bound 
816430-11-2DP, resin-bound 816430-11-2P 
816430-12-3DP, resin-bound 816430-12-3P 
816430-14-5DP, resin-bound 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(solid-phase synthesis of C-terminally labeled peptides) 

RN 816430-03-2 CAPLUS 

CN Butanoic acid, 4- [3 -methoxy-4- [ [ [2- [ [ (4 -methoxyphenyl) diphenylmethyl] amino 
] ethyl] amino] methyl] phenoxy] - (9CI) (CA INDEX NAME) 



Ph 



MeO 




t_NH— CH2 — CH2 — NH— CH2 




0— (CH2) 3 — C02H 



RN 81643 0-04-3 CAPLUS 

CN Butanoic acid, 4 - [4 - [ [ [ [5 - (dimethylamino) -1-naphthalenyl] sulf onyl] [2-[[(4- 
methoxyphenyl) diphenylmethyl] amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - 
(9CI) (CA INDEX NAME) 
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816430-04-3 CAPLUS 

Butanoic acid, 4- [4- [ [ [ [5- (dimethylamino) -1-naphthalenyl] sulf onyl] [2-[[(4- 
methoxyphenyl) diphenylmethyl] amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - . 
(9CI) (CA INDEX NAME) 
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Butanoic acid, 4- [4- [ [ [ [5- (dimethylamino) -1-naphthalenyl] sulfonyl] [2- [ [ (9H- 



f luoren-9-ylmethoxy) carbonyl] amino] ethyl] amino] methyl] -3-methoxyphenoxy] - 

(9CI) (CA INDEX NAME) 
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Butanoic acid, 4- [3-methoxy-4- [ [ [ (7 -methoxy-2 -oxo-2H- l-benzopyran-4 - 

y l) acetyl] [2- [ [ (4 -methoxyphenyl) diphenylmethyl] amino] ethyl] ammo] methyl] ph 

enoxy]- (9CI) (CA INDEX NAME) 
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enoxy]- (9CI) (CA INDEX NAME) 
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CN Butanoic acid, 4- [4- [ [ [2- [ [ (9H-f luoren-9-ylmethoxy) carbonyl] ammo] ethyl] [( 

7-methoxy-2-oxo-2H-l-benzopyran-4-yl) acetyl] amino] methyl] -3- 

methoxyphenoxy] - (9CI) (CA INDEX NAME) 
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r*r n^anoic acid 4- [4- [ [ [5- [ <3aS f 4S , 6aR) -hexahydro-2 -oxo- lH-thieno [3 , 4 - 

hyl] amino] methyl] -3 -methoxyphenoxy] - (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 
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RN 816430-08-7 CAPLUS , 

CN Butanoic acid, 4- [4- [ [ [5- [ <3aS, 48. 6aR) -hexahydro-2 -oxo-lH-thieno ^-4- 

d] imidazol-4-yl] -1-oxopentyl] [2- [ [ (4-methoxyphenyl) diphenylmethyl] amino] et 
hyl] amino] methyl] -3 -methoxyphenoxy]- (9CI) (CA INDEX NAME) 
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rw Rut-anoic acid, 4 - [4 - [ [ (2 , 4 -dinitrophenyl ) [2 - [ [ (4 - 

me thoxypheny 1 5 diphenylme thy 1] amino] ethyl] amino] methyl] - 3 -methoxyphenoxy] - 
(9CI) (CA INDEX NAME) 
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CN Butanoic acid, 4 - [4 -[[ (2 , 4 -dinitrophenyl) [2-[[(4- 
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(9CI) (CA INDEX NAME) 
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H02C- (CH2) 3 — 0 
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CN Butanoic acid, 4- [4- [[ (2 , 4 -dinitrophenyl) [2- [ [ (9H-f luoren-9- 

ylmethoxy) carbonyl] amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - (9CI) (CA 
INDEX NAME) 
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CN Butanoic acid, 4- [3 -methoxy-4 - [ [ [2- [ (5-sulfo-l- 

naphthalenyl) amino] ethyl] amino] methyl] phenoxy] - C9CI) (CA INDEX NAME) 




RN 816430-11-2 CAPLUS 

CN Butanoic acid, 4- [3 -methoxy-4 - [ [ [2 - [ (5-sulf o- 



naphthalenyl) amino] ethyl] amino] methyl ]phenoxy]- (9CI) (CA INDEX NAME) 



HO2C- (CH2) 3-0 



MeO 




O3H 
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CN Butanoic acid, 4 - [4 - [ [ [ (9H- f luoren-9-ylmethoxy) carbonyl] [2 - [ (5-sulf o-l- 

naphthalenyl) amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - (9CI) (CA INDEX 

NAME) 
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816430-12-3 CAPLUS luoren - 9-ylmethoxy) carbonyl] [2- [ (5-sulfo-l- 

^Shr le ^u m ^ <9ci) (ca index 
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Absolute stereochemistry. 
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tetrahedron Letters (2004), Volume Date 2005, 46(1), 
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SOURCE (S) : CASREACT 142:177 ?- 0 f SV nthesis of peptides C-terminally 

(dimethylamino) phenyl] azo] -] ^^^^y^hyioxycarbonyl) solid 

prepared using standard Fmoc (Fmoc - y * 
phase methods . 

^"rCT 1 (ReLtant) , SPH (Synthetic preparation, ; PREP (Preparation) 
'^soUo P L,:Tntne,is of EO^S-iaoeled peptides, 

816430-11-2 CAPLUS mOfo-l- 
Butanoic acid, 4 - [3 -methoxy-4 - [ [ [2- [ "juito 
naphthalenyl) amino] ethyl] ammo] methyl] phenoxy] (9CI) 
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AB Methods of preparing combinatorial libraries of mercapto (thiol compds. 
HSCH2CHR3CO(NR4CHR5CO)mNR6R7 [R3-R7 = H, (hetero) alkyl , (hetero) aryl , or 
heterocyclyl] are disclosed. The invention also provides for screening the 
mercapto compds. for bioactive compds., in particular, for inhibitors of 
matrix metalloproteinases . Thus, HSCH2CHBuCO-Leu-NHC6H4N02-p and HSCH2CHBuCO 
Val-prolinol were prepared by the solid-phase method and showed IC50 values < 
10 ^iM against peptide deformylase. 

454466-70-7DP, resin-bound 454466-71-8DP, resin-bound 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(solid phase synthesis of mercapto compds. and derivs. and 

combinatorial libraries) 
454466-70-7 CAPLUS , 
Butanoic acid, 4- [4- [ [ t (2R) -2- [ [ (9H-f luoren- 9-ylmethoxy) carbonyl] ammo] -3- 
methyl-l-oxobutyl] [2- [ (triphenylmethyl) thio] ethyl] amino] methyl] -3,5- 
dimethoxyphenoxy] - (9CI) (CA INDEX NAME) 



IT 



RN 
CN 



Absolute stereochemistry. 
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H02C^ 



(CH2) 3 




RN 454466-71-8 CAPLUS 

CN Butanoic acid, 4 - [3 , 5-dimethoxy-4- [ [ [ (2R) -2 - [ [ (4- 

methoxyphenyDsulfonyl] amino] -3 -methyl -1-oxobutyl] [2- 
[ (triphenylmethyl) thio] ethyl] amino] methyl] phenoxy] - (9CI) 



(CA INDEX NAME) 



Absolute stereochemistry 
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0 C0 2 H 
^ (CH 2 )< 



CPh3 
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HyToxylamine compds . HONHCOCHR1NR2COR3 , HONHCOCHR1NR 2CONR3 and 
HONHCOCHR1CHR2CONR3R4 (R1-R4 = H, alkyl, heteroalkyl, «f ' ^°** y1 ' 
heterocvclyl and (non) naturally occurring ammo acid side chains) or 

r£i"t ~as° an T b h :^s"tHOHHCOCH 2 CH<CH 2 CH 2 SMe,<:0»HCH ( B„- 



i ) CONHC6H4N02 -p was prepared and assayed for peptide deformylase and 
antimicrobial activities [IC50 = 11 nM and 64 uM/mL (S. aureus), resp.]. 
IT 249535-77-1DP, resin-bound 249535 -78 -2DP , resin-bound 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(solid-phase synthesis of hydroxylamine compds . and derivs. and 

combinatorial libraries) 
RN 249535-77-1 CAPLUS 

CN Butanoic acid, 4- [4- [ [ [ (2R) -2- [ [ ( 9H-f luoren-9-ylmethoxy) carbonyl] amino] -3 
methyl -1-oxobutyl] [ (tetrahydro-2H-pyran- 2 -yl) oxy] amino] methyl] -3,5- 
dimethoxyphenoxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



. (CH2)3 
H02C^ 




RN 249535-78-2 CAPLUS 

CN Butanoic acid, 4- [3 , 5 -dimethoxy-4 - [ [ [ (2R) -2- [ [ (4- 

methoxyphenyl) sulfonyl] amino] -3 -methyl -1-oxobutyl] [ (tetrahydro-2H-pyran-2 - 
yl) oxy] amino] methyl] phenoxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 
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^(CH 2 )3^ 
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£T HydTo^Smine compds . HONHCOCH2CH (CH2CH2 -X-Me) CO-L10 -CO-R2 [X = CH2 . S; L10 = 
Z™7. S(Bu-i) , NHCH(CH2)Ph and related residues of optically active ammo 
acids- R2 = NH2 , piperidino, morpholino, 4-methylpiperazino, etc.] and all 
stereoisomers, protected derivs., and salts were prepared Techniques of 
combinatorial chemical can be applied to immobilized alkoxyamines to generate 
a diverse set of compds . Thus, (S, S) -HONHCOCH2CH (CH2CH2SMe) CONHCH (Bu- 
i)CONHC6H4N02-p was prepared and assayed for peptide deformylase and 
antimicrobial activities [IC50 = 11 nM and 64 ^M/mL (S. aureus), resp.]. 
IT 249535-77-1DP, resin-bound 249535-78-2DP, resin-bound 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 

(Reactant or reagent) 

(solid-phase synthesis of hydroxylamine compds. and derivs. and 

combinatorial libraries) 

RN 249535-77-1 CAPLUS , , , . . , , 

CN Butanoic acid, 4 - [4- [ [ [ (2R) -2- [ [ (9H-fluoren-9-ylmethoxy) carbonyl] amino] -3- 

methyl-l-oxobutyl] [ (tetrahydro-2H-pyran-2-yl) oxy] amino] methyl] -3,5- 

dimethoxyphenoxy] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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H02C 




RN 249535-78-2 CAPLUS rrf/ooN „ , r 

rH Rut-anoic acid. 4- [3 , 5-dimethoxy-4- [ [ [ (2R) -2- I L(4- 

matnoxy^hanyli sulfonyl] amino] -3 -methyl -1-oxobutyl] [ (tetrahydro-2H-pyran-2 

yl) oxy] amino] methyl] phenoxy]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



H02CL t K ^0 
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Pao INDEXING IS AVAILABLE FOR THIS PATENT. 
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of amino acids and one device for attachment of a labe 1 , the Je vice 
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label is a linker, e.g. an alkyl- or polyethyleneglycol- linker. 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

IT 816430-03-2P 8164 3 0 - 04 - 3DP , resin-bound 

816430-04-3P 81643 0 -05 -4DP , resin-bound 
816430-06-5DP, resin-bound 816430-06-5P 
816430-07-6DP, resin-bound 816430-08 -7DP, resin-bound 
816430-08-7P 81643 0 - 0 9- 8DP , resin-bound 
816430-09-8P 816430-10-1DP, resin-bound 
816430-11-2DP, resin-bound 816430-11-2P 
816430-12-3DP, resin-bound 816430-12-3P 
816430-14-5DP, resin-bound 



(solid-phase synthesis of C-terminally labeled peptides) 

S Butane 3 acid"'" Hethoxy-4 - [ [ [2 - [ [ (4 -methoxyphenyl) diphenylmethyl] amino 
CN Syl] amin;] methyl] phenoxy]- (9CI) (CA INDEX NAME) 



MeO 



Ph 




k-NH-CH2-CH2-NH-CH2 




0— (CH2) 3 — C02H 



RN 
CN 



Bitanoic 4 acid US r [I" [ [ [ [5- (dimethylamino) -1-naphthalenyl] sulfonyl] [2- [ [ (4- 
methoxy^heniltdlphenylmethyl] amino] ethyl] amino] methyl] -3-methoxyphenoxy] 
(9CI) (CA INDEX NAME) 



PAGE 1-A 



OMe 




0- (CH2) 3-C02H 



PAGE 2 -A 




Me2 



RN 
CN 



Butanoic 4 acid US I A U- U t [5- (dimethylamino) -1-naphthalenyl] sulfonyl] [2- [ [ (4- 
thoxy^henil'diphinyLethyl] amino] ethyl] amino]methyl] -3-methoxyphenoxy] 



(9CI) (CA INDEX NAME) 



PAGE 1-A 



OMe 





816430-05-4 USPATFULL rnpH 
Rutanoic acid 4- [4- [ [ t [5- (dimethyl ami no) -1-naphthalenyl] sulfonyl] [2- [ [ (9H 
f Soren-9-ylmethoxy) carbonyl] amino] ethyl] amino] methyl] -3-methoxyphenoxy] 



(9CI) (CA INDEX NAME) 



PAGE 1-A 



NMe2 




0- (CH2) 3-C02H 



!:H2 




RN 816430-06-5 US PAT FULL 

™ Butanoic acid, 4- [3-methoxy-4 - [ [ [ (7-methoxy-2-oxo-2H-l-benzopyran-4- 

acety" [2- [ [ (4-methoxyphenyl) diphenylmethyl] amino] ethyl] am.no] methyl] 
phenoxy]- (9CI) (CA INDEX NAME) 




PAGE 2 -A 




816*30-06-5 USPATFULL 

phenoxy]- (9CI) (CA INDEX NAME) 




PAGE 2 -A 




lit»oic 7 ;=id! S 4-tr^I 2 - 1 1 ^H-nuoren-S-v^thoxy,^^,^] ethyl! . < 



methoxyphenoxy] - (9CI) (CA INDEX NAME) 



PAGE 1-A 





RN 816430-08-7 USPATFULL 
CN 



816430-08-7 USPATFU^ . hexahyd ro-2-oxo-lH-thieno [3 , 4- 

^^oi^-yll-l-oiop^i \t'-U ^^^^^^ amin ° ] 
ethyl] amino] methyl] -3 -methoxyphenoxy]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 816430-08-7 USPATFULL 



CN Butanoic acid, 4 - [4 - [ [ [5- [ (3aS, 4S, 6aR) -hexahydro-2 -oxo-lH-thieno [3 , 4 - 

d] imidazol - 4 -y 1 ] - 1 - oxopenty 1 ] [ 2 - [ [ ( 4 -me thoxypheny 1 ) dipheny lme thy 1 ] amino] 
ethyl] amino] methyl] -3 -me thoxyphenoxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN '816430-09-8 USPATFULL 

CN Butanoic acid, 4 - [4 - [ [ (2 , 4 -dinitrophenyl) [2 - [ [ (4 - 

methoxyphenyl) diphenylmethyl] amino] ethyl] amino] methyl] -3-methoxyphenoxy] - 
(9CI) (CA INDEX NAME) 



N02 



H02C— (CH2) 3— 0 




RN 816430-09-8 USPATFULL 

CN Butanoic acid, 4 - [4 - [ [ (2 , 4 -dinitrophenyl) [2 - [ [ (4 - 

methoxyphenyl) diphenylmethyl] amino] ethyl] amino] methyl] -3-methoxyphenoxy] - 

(9CI) (CA INDEX NAME) 



NO2 




• RN 816430-10-1 USPATFULL 
CN Butanoic acid, 4- [4- [ [ (2 , 4 -dinitrophenyl) [2 - [ [ (9H-f luoren-9- 

ylmethoxy) carbonyl] amino] ethyl] amino] methyl] -3-methoxyphenoxy] - (9CI) 
(CA INDEX NAME) 
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N02 



O2N 




0— (CH2) 3— CO2H 
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RN 816430-11-2 USPATFULL 

CN Butanoic acid, 4- [3 -methoxy-4- [ [ [2- [ (5-sulf o-l- 
naphthalenyl) amino] ethyl] amino] methyl] phenoxy] 



- (9CI) (CA INDEX NAME) 



H0 2 C- (CH2) 3-0 



MeO 




O3H 



816430-11-2 US PAT FULL 

Butanoic acid, 4- [3-methoxy-4- [ [ [2- [ (5-sulfo-l- 

naphthalenyl) amino] ethyl] amino] methyl Iphenoxy]- (9CI) (CA INDEX NAME) 



C- (CH2) 3-0 




816430-12-3 USPATFULL 

Butanoic acid, 4- [4- [ [ [ (9H-f luoren-9-ylmethoxy) carbonyl] [2- [ (5-sulfo-l- 
naphthalenyl) amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - (9CI) (CA 

INDEX NAME) 



PAGE 1-A 

SO3H 




Lh2 




816430-12-3 USPATFULL 

Butanoic acid, 4- [4- [ [ [ (9H-f luoren-9-ylmethoxy) carbonyl] [2 - [ (5-sulf o-l- 
naphthalenyl) amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - (9CI) (CA 
INDEX NAME) 





816430-14-5 USPATFULL 

Butanoic acid, 4- [4- [[ [2- [[ (9H-f luoren-9-ylmethoxy) carbonyl] amino] ethyl] [5- 
[ (3aS, 4S, 6aR) -hexahydro-2 -oxo-lH-thieno [3 ,4-d] imidazol -4 -yl] -1- 
oxopentyl] amino] methyl] -3 -methoxyphenoxy] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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XING IS AVAILABLE FOR THIS PATENT mercapto (thiol) compounds 

Methods of preparing ^^^S^iU disclose! The compounds are 
them and compositions obtainea svnthesis, the compounds are 

synthesized on a «1W augort ^ b^bx^ ^ ^ invQlves 

optionally cleaved ^^^SS; on a res in f nationalized with a 
attack of an S-proteccea nuu * f screening the mercapto 

leaving group. The invention also P^videsfor sere 9 Qf MMpg . 

compounds for bioactive compounds; in particular, tor 

CAS INDEXING IS AVAILABLE FOR THIS PATENT^ bound 
IT 454466-70-7DP, resin-bound ^4466-71 8DP res ^ 
(solid phase synthesis of mercapto <-vmy 
combinatorial libraries) 
454466-70-7 USPATFULL luoren -9-ylmethoxy) carbonyl] amino] -3- 



RN 
CN 



dimethoxyphenoxy] - (9CI) (CA INDEX NAME) 
Absolute stereochemistry. 



Ph3C 



H02C- 



(CH2) 3 




RN 454466-71-8 USPATFULL 

CN Butanoic -acid, 4- [3 , 5-dimethoxy-4 - [ [ [ (2R) -2- [ [ (4- • 

methoxyphenyl) sulfonyl] amino] -3 -methyl -1-oxobutyl [2- 
ntriSSnylmethyl) thio] ethyl] amino] methyl] phenoxy] - (9CI) (CA INDEX 

NAME) 

Absolute stereochemistry. 




CO2H 
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™ T2£ ™^% R n.«u™o Jty la m ine. acid. ^ 

activity (e.g., inhibition of metalloproteinases) . 



AB 



CAS INDEXING IS AVAILABLE FOR THIS PATENT . 

IT 249535-77-1DP, resin-bound 249535-78-2DP, resin-bound 

(solid-phase synthesis of hydroxylamine compds . and derivs. and 
combinatorial libraries) 
RN 249535-77-1 USPATFULL (9H -f luoren-9-ylmethoxy) carbonyl] amino] -3 

CN ^hyl-l-ox^y!]" [ ^trihydro-2H-pyran-2-ylU] amino] methyl] -3,5- 
dimethoxyphenoxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 
CN 



249535-78-2 USPATFULL 

""llo^laJnolmethyllphenoxyl- (9CI) (CA INDEX NAME) 



Absolute stereochemistry 



H02C^ , s ^0 
^(CH 2 )3^ 




OMe 



=> file registry 
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chain nodes : _ _ , 

7 8 9 10 11 12 13 14 15 16 17 18 19 20 21 22 23 

ring nodes fi „ „ 26 „ 28 29 30 31 32 33 34 35 36 

chain bonds ^ ^ ^ ^ ^ ^ i4 _ is i5 _ lfi 16 _ 1? 18 . 19 

18-20 19-21 19-22 21-23 23-24 

ringbonds^ ^ 4 ^ 5 5g 24 25 24 28 25 26 25 _ 33 26 . 2? 26 . 36 27 . 28 27 _ 
29 

28-32 29-30 30-31 31-32 33-34 34-35 35-36 
exact/norm bonds : 

5-7 7-8 11-12 14-15 15-16 17-18 18-19 19-21 19-22 21-23. 
exact bonds : ^ ^ ^ ^ ^ ^ ^ ^ 24 25 24 _ 28 2g _ 27 

normalized^onds: ^ ^ ^ ^ ^ ^ ^ 28 _ 32 29 _ 3Q 30 _ 
31 

31-32 33-34 34-35 35-36 
isolated ring systems : 
containing 1 : 24 : 



fAtom'Titom 3:Atom 4:Atom 5:Atom 6:Atom 7:CLASS 8:CLASS 9 : CLASS 10 : CLASS 
XlCllsS 12°CLASS 13:CLASS 14:CLASS 15:CLASS 16:CLASS 17:CLASS 18:CLASS 

"iSSs 22 : :cSK 23:CLASS 24:Atom 25:Atom 26:Atom 27:Atom 28 : Atom 29:Atom 
30:Atom 31: Atom 

32:Atom 33:Atom 34: Atom 35: Atom 36: Atom 
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DOCUMENT TYPE: Patent 
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US 2004265949 Al 20041230 US 2003-607175 20030626 

PRIORITY APPLN. INFO.: US 2003-607175 20030626 

OTHER SOURCE (S): MARPAT 142:94138 

AB The invention relates to a solid-phase method for preparing C- terminally 
labeled peptides and building blocks to be used in this synthesis. The 
building blocks have formula A-N (Lm-B) Kn-C, where A is a functionality for the 
attachment to a solid support or a functionality already comprising a solid 
support, B is a functionality for the attachment of one or more amino acids or 
peptides or a functionality already comprising one or more amino acids or 
peptides, C is a functionality for the attachment of one or more labels or a 
functionality already comprising one or more labels, K, L are independently 
(un) substituted alkyl chains with at least two C-atoms (one or more non- 



neighboring C-atoms may be substituted by 0, NH, alkyl- or arylimino, S, CO, 
an ester or amide group and/or neighboring C-atoms may be connected via a 
double or triple bond) , and m, n are 0 or 1 with m + n > 1. Thus, N-biotinyl- 
N 1 -Fmoc-ethylenediamine-MPB-AM- resin [MPB = [4- (3 -carboxypropoxy) -2- 
methoxyphenyl] methyl; Fmoc = f luorenylmethoxycarbonyl] was prepared and 
applied to the synthesis of H-Asp-Glu-Val-Asp-Ala-Arg-NHCH2CH2NH-biotinyl . 
816430-05-4DP, resin-bound 816430-07-6DP, resin-bound 
816430-10-1DP, resin-bound 816430-14-5DP, resin-bound 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(solid-phase synthesis of C-terminally labeled peptides) 

816430-05-4 CAPLUS 

Butanoic acid, 4- [4- [ [ [ [5- (dimethylamino) -1-naphthalenyl] sulfonyl] [2- [ [ (9H- 
f luoren-9-ylmethoxy) carbonyl] amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - 
(9CI) (CA INDEX NAME) 



PAGE 1-A 

NMe2 




0— (CH2) 3— C02H 




816430-07-6 CAPLUS 

Butanoic acid, 4 - [4 -[[ [2 -[[ (9H-f luoren-9-ylmethoxy) carbonyl] amino] ethyl] [( 
7 -methoxy-2-oxo-2H-l-benzopyran-4-yl) acetyl] amino] methyl] -3- 
methoxyphenoxy] - (9CI) (CA INDEX NAME) 



PAGE 1-A 




0- (CH2) 3-C02H 



1:h2 

sfH 

:=o 




RN 816430-10-1 CAPLUS 

CN Butanoic acid, 4 - [4 - [ [ (2 , 4 -dinitrophenyl) [2 - [ [ ( 9H-f luoren-9- 

ylmethoxy) carbonyl] amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - (9CI) (CA 
INDEX NAME) 



PAGE 1-A 

N02 




PAGE 2 -A 




RN 
CN 



Absolute stereochemistry. 
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WO 1999-US9996 

_ v _, MARPAT 131:322926 

Hydroxylamine compds . HONHCOCH2CH (CH2CH2 -X-Me) CO-L10-CO-R2 [X = CH2 , S; LIO = 
NHCHMe , NHCH (Bu-i) , NHCH(CH2)Ph and related residues of optically active ammo 
acids; R2 = NH2 , piperidino, morpholino, 4 -methylpiperazino, etc.] and all 
stereoisomers, protected derivs., and salts were prepared Techniques of 
combinatorial chemical can be applied to immobilized alkoxyamines to generate 
a diverse set of compds. Thus, (S, S) -HONHCOCH2CH (CH2CH2SMe) CONHCH (Bu- 
i)CONHC6H4N02-p was prepared and assayed for peptide deformylase and 
antimicrobial activities [IC50 = 11 nM and 64 jiM/mL (S. aureus), resp.]. 
24 953 5-77-1DP, resin-bound 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(solid-phase synthesis of hydroxylamine compds. and derivs. and 

combinatorial libraries) 
249535-77-1 CAPLUS 

Butanoic acid, 4- [4- [ [ [ (2R) -2 - [ [ (9H-f luoren-9-ylmethoxy) carbonyl] amino] -3- 
methyl-l-oxobutyl] [ ( tetrahydro-2H-pyran- 2 -yl ) oxy] amino] methyl] -3,5- 
dimethoxyphenoxy] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 



H02C- 



(CH2)3 
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KIND 



DATE 
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5 Drawing Page(s) 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 



AB 



A method for preparing C-terminally labelled peptides and building blocks to 
be used in this synthesis includes a trivalent nitrogen atom having at least 
one device for attachment to a solid support, one device for the attachment 
of amino acids and one device for attachment of a label, whereby the device 
for the attachment of amino acids and/or the device for the attachment of a 
label is a linker, e.g. an alkyl- or polyethyleneglycol- linker. 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

IT 816430-05-4DP, resin-bound 816430-07-6DP, resin-bound 

816430-10-1DP, resin-bound 816430 - 14 -5DP , resin-bound 

(solid-phase synthesis of C-terminally labeled peptides) 
RN 816430-05-4 US PAT FULL 

CN Butanoic acid, 4- [4- [ [ [ [5- (dimethylamino) -1-naphthalenyl] sulfonyl] [2- [ [ (9H- 
f luoren-9-ylmethoxy) carbonyl] amino] ethyl] amino] methyl] -3-methoxyphenoxy] - 
(9CI) (CA INDEX NAME) 



PAGE 1-A 



NMe2 




0— (CH2)3-C02H 



PAGE 2 -A 




RN 816430-07-6 US PAT FULL . : 

CN Butanoic acid, 4- [4- [ [ [2- [ [ (9H-f luoren-9-ylmethoxy) carbonyl] amino] ethyl] [( 
7-methoxy-2-oxo-2H-l-benzopyran-4-yl) acetyl] amino] methyl] -3- 

methoxyphenoxy] - (9CI) (CA INDEX NAME) 



PAGE 1-A 




0— (CH2) 3— C02H 



tH2 

m 

:=o 



1 




RN 816430-10-1 USPATFULL 

CN Butanoic acid, 4- [4- [ [ (2 , 4-dinitrophenyl) [2 - [ [ (9H-f luoren-9- 

ylmethoxy) carbonyl] amino] ethyl] amino] methyl] -3 -methoxyphenoxy] - ( SCI ) 

(CA INDEX NAME) 



PAGE 1-A 



N02 




I 




RN 816430-14-5 USPATFULL § ^ _ . 

CN Butanoic acid, 4- [4- [ [ [2 - [ [ (9H-f luoren- 9-ylmethoxy) carbonyl] amino] ethyl] [5 
[ (3aS,4S, 6aR) -hexahydro-2 -oxo-lH-thieno [3,4-d] imidazol-4 -yl] -1- 
oxopentyl] amino] methyl] -3 -me thoxyphenoxy] - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




(CH2) 3 
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1 Drawing Page (s) 
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tt 454466-70-7DP, resin-bound 

(solid phase synthesis of mercapto compds . and derivs. and 

combinatorial libraries) 
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dimethoxyphenoxy] - (9CI) (CA INDEX NAME) 
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Absolute stereochemistry 
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Methods for solid-phase synthesis of hydroxylamine 
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CAS INDEXING IS AVAILABLE FOR THIS PATENT. 



AB 



A novel method for generating hydroxylamine, hydroxamic acid, hydroxyurea, 
and hydroxy 1 sulfonamide compounds is disclosed. The method involves the 
nucleophilic attack of an alkoxyamine on a suitable solid phase support. 
Techniques of combinatorial chemistry can then be applied to the immobilized 
alkoxyamine to generate a diverse set of compounds. Cleavage of the 
compounds from the support yields a library of hydroxylamine or 
hydroxylamine derivative compounds, which can be screened for biological 
activity (e.g., inhibition of metalloproteinases) . 



CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
IT 249535-77-1DP, resin-bound 

(solid-phase synthesis of hydroxylamine compds . and derivs . and 

combinatorial libraries) 
RN 249535-77-1 USPATFULL 

CN Butanoic acid, 4- [4- [ [ [ (2R) -2- [ [ ( 9H-f luoren-9-ylmethoxy) carbonyl] amino] -3 
methyl -1-oxobutyl] [ (tetrahydro-2H-pyran-2 -yl) oxy] amino] methyl] -3,5- 
dimethoxyphenoxy] - (9CI) (CA INDEX NAME) 



Absolute stereochemistry. 
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=> file registry 



Uploading C : \Program Files\Stnexp\Queries\10607175_NEWgenusfmoc2 . s 




HeO 



chain nodes : 

7 8 9 10 11 12 13 14 15 16 17 18 20 21 22 23 

ring nodes : ^ 

! 2 3 4 5 6 24 25 26 27 28 29 30 31 32 33 34 35 

chain bonds : 

1-13 2-14 5-7 7-8 8-9 9-10 10-11 11-12 14-15 15-16 15-2 
20-21 20-22 21-23 23-24 

ring bonds : ^ ^ 

1-2 1-6 2-3 3-4 4-5 5-6 24-25 24-28 25-26 25-33 26-27 

29 

28-32 29-30 30-31 31-32 33-34 34-35 35-36 
exact /norm bonds : 

5-7 7-8 11-12 14-15 15-16 15-20 17-18 20-21 20-22 21-23 
27 



exact bonds : 

1-13 2-14 8-9 9-10 10-11 

normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 

31 

31-32 33-34 34-35 35-36 
isolated ring systems : 
containing 1 : 



16-17 23-24 



25-26 25-33 26-36 27-28 27-29 



Match level : 



1-Atom 2:Atom 3 : Atom 4:Atom 5:Atom 6:Atom 7:CLASS 8:CLASS 9:CLASS 10:CLASS 
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20: CLASS 21: CLASS 
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=> s 119 full 
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SEARCH TIME: 00.00.01 
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100.0% PROCESSED 0 ITERATIONS 
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** COMPLETE** 
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0 TO 0 
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PATENT INFORMATION: 

PATENT NO. 



CAPLUS COPYRIGHT 2 007 ACS on STN 
2005:2014 CAPLUS Full -text 
142 :94138 

Method and building blocks for preparing C-terminally 
labeled peptides 

White, Peter David; Beythien, Jorg Karl Wilheim 
UK 

U.S. Pat. Appl. Publ., 21 pp. 
CODEN: USXXCO 

Patent 
English 
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KIND 



DATE 



APPLICATION NO. 



DATE 



US 2004265949 
PRIORITY APPLN. INFO . 
OTHER SOURCE (S) : 
AB 



Al 



20041230 



US 2003-607175 20030626 
US 2003-607175 20030626 

x _, MARPAT 142:94138 

The invention relates to a solid-phase method for preparing C-terminally 
labeled peptides and building blocks to be used in this synthesis. The 
building blocks have formula A-N (Lm-B) Kn-C, where A is a functionality for the 
attachment to a solid support or a functionality already comprising a solid 
support, B is a functionality for the attachment of one or more amino acids or 
peptides or a functionality already comprising one or more amino acids or 
peptides, C is a functionality for the attachment of one or more labels or a 
functionality already comprising one or more labels, K, L are independently 
(un) substituted alkyl chains with at least two C-atoms (one or more non- 
neighboring C-atoms may be substituted by O, NH, alkyl- or arylimino, S, CO, 
an ester or amide group and/or neighboring C-atoms may be connected via a 
double or triple bond), and m, n are 0 or 1 with m + n > 1. Thus, N-biotinyl- 
N ' -Fmoc-ethylenediamine-MPB-AM-resin [MPB = [4 - (3 -carboxypropoxy) -2 - 
me thoxyphenyl] methyl; Fmoc =• f luorenylmethoxycarbonyl] was prepared and 
applied to the synthesis of H-Asp-Glu-Val-Asp-Ala-Arg-NHCH2CH2NH-biotinyl . 
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NUMBER OF CLAIMS: 9 
EXEMPLARY CLAIM: 1 

NUMBER OF DRAWINGS: 5 Drawing Page(s) 

LINE COUNT: 1028 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 

AB A method for preparing C-terminally labelled peptides and building blocks to 

be used in this synthesis includes a trivalent nitrogen atom having at least 
one device for attachment to a solid support, one device for the attachment 
of amino acids and one device for attachment of a label, whereby the device 
for the attachment of amino acids and/or the device for the attachment of a 
label is a linker, e.g. an alkyl- or polyethyleneglycol- linker. 

CAS INDEXING IS AVAILABLE FOR THIS PATENT. 
=> file registry 



= > 




chain nodes : 

7 8 9 10 11 12 13 14 15 16 17 19 20 21 22 
ring nodes : 

1 2 3 4 5 6 23 24 25 26 27 28 29 30 31 32 33 34 35 
chain bonds : 

1-13 2-14 5-7 7-8 8-9 9-10 10-11 11-12 14-15 15-16 15-19 16-17 19-20 
19-21 20-22 22-23 

ring bonds : _ 

1-2 1-6 2-3 3-4 4-5 5-6 23-24 23-27 24-25 24-32 25-26 25-35 26-27 26- 

2 8 

27-31 28-29 29-30 30-31 32-33 33-34 34-35 

exact /norm bonds : ^ 
5-7 7-8 11-12 14-15 15-16 15-19 19-20 19-21 20-22 23-24 23-27 25-26 

exact bonds : 

1-13 2-14 8-9 9-10 10-11 16-17 22-23 
normalized bonds : 

1-2 1-6 2-3 3-4 4-5 5-6 24-25 24-32 25-35 26-27 26-28 27-31 28-29 29- 
30 

30-31 32-33 33-34 34-35 
isolated ring systems : 
containing 1 : 
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L22 HAS NO ANSWERS 
L22 STR 
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Structure attributes must be viewed using STN Express query preparation. 



=> s 122 full 

FULL SEARCH INITIATED 13:33:20 FILE 'REGISTRY' 
FULL SCREEN SEARCH COMPLETED - 165 TO ITERATE 

100.0% PROCESSED 165 ITERATIONS 

SEARCH TIME: 00.00.01 
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=> file medline, caplus, wpids, uspatfull 

=> s 123 

SAMPLE SEARCH INITIATED 13:33:35 FILE 'WPIDS' 

SAMPLE SCREEN SEARCH COMPLETED - 0 TO ITERATE 

100.0% PROCESSED 0 ITERATIONS 

SEARCH TIME: 00.00.01 



5 ANSWERS 



0 ANSWERS 



0 TO 0 
0 TO 0 



FULL FILE PROJECTIONS: ONLINE **COMPLETE** 

BATCH **COMPLETE** 

PROJECTED ITERATIONS: 
PROJECTED ANSWERS: 

L24 5 L23 

=> d 124 1-5 ibib, abs, hitstr 
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DOCUMENT TYPE: Patent 
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ration rel at e r t o T a ^a-phase method for P^Parin, C^e^nally 
labeled peptides and building blocks tob. ^^^^^^ the 

attacnmLt'tfa S Z^or Tl unSlo^a^dy comprising a solid 
support! B is a functionality for the attachment of one or more .amino acids or 
Sides or a functionality already comprising one or more amino acid or 
plptides, C is a functionality for the attachment of ^ ^^d^nS/ 
functionality already comprising one or more labels, K, L are independence 
(un)substituLd alky! chains with at least two C-atoms (one or more non- 
nSihSoring C atoms may be substituted by O, KB. alkyl- or aryHmino S, 00. 
an ester or amide group and/or neighboring C-atoms may be con - cted M V " 0 tinvl 
double or triple bond) . and m, n are 0 or 1 with m + n > 1. Thus N-biotinyl- 
N- Fmoc ethylenediamine-MPB-AM-resin [MPB = [4- (3-carboxypropoxy) -2- 

,1 SlJIoTi m!hhvl • Fmoc = fluorenylmethoxycarbonyl] was prepared and 
Su^Hhi "synSesiTof H-Asp-Glu-Val -Asp-Ma- A rg-NHCH 2 CH2NH-biotinyl . 

" ll"l^]»eZi^ > ™ ~ation) , KACT 

(Reactant or reagent) 

(solid-phase synthesis of C-terminally labeled peptides) 



** r! 43 °;i 2 ^id C T U- [ [ [ (9H-f luoren-9-ylmethoxy) carbonyl] [2- [ (5-sulfo-l- 
" SphSrieny^ (9CI) (CA INDEX 

NAME) 
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0- (CH2) 3- c °2H 
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RN 
CN 



816430-12-3 CAPLUS 9 _ ylmet hoxy) carbonyl] [2- [ (5-sulfo-l 
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NAME) 
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Patent 
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KIND DATE 
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US 1998-151608 
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PRIORITY APPLN. INFO.: 
OTHER SOURCE(S): MARPAT 137:201610 

AB Methods of preparing combinatorial libraries of mercapto (thxol) compds. 
' HSCH2CHR3CO(NR4CHR5CO)mNR6R7 [R3-R7=H, (hetero) alkyl , (hetero) aryl , or 
heterocyclyl] are disclosed. The invention also provides for screening the 
mercapto compds. for bioactive compds., in particular, for inhibitors of 
matrix metalloproteinases . Thus, HSCH2CHBuCO-Leu-NHC6H4N02 -p and HSCH2CHBuCO- 
Val-prolinol were prepared by the solid-phase method and showed IC50 values < 

10 ^M against peptide deformylase. 
454466-68-3DP, resin-bound 454466-68-3P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(solid phase synthesis of mercapto compds. and derivs. and 
combinatorial libraries) 
454466-68-3 CAPLUS 

Butanoic acid, 4- [4- [ [ [ (9H-f luoren-9-ylmethoxy) carbonyl] [2- 
[ (triphenylmethyl) thio] ethyl] amino] methyl] -3 , 5-dimethoxyphenoxy] - (9CI) 
(CA INDEX NAME) 



IT 



RN 
CN 




RN 454466-68-3 CAPLUS 

CN Butanoic acid, 4- [4- [ [ [ (9H-f luoren- 9-ylmethoxy) carbonyl] [2 - 

[ (triphenylmethyl) thio] ethyl] amino] methyl] -3 , 5 -dimethoxyphenoxy] - (9CI) 
(CA INDEX NAME) 
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AB Difficulties encountered in the synthesis of resin-bound secondary amines 
attached via an acid-labile linker encouraged us to employ an alternative 
approach A one-pot, scalable procedure for the synthesis of Fmoc -protected, 
amine/linker constructs is reported. These compds . can be efficiently coupled 
to a solid support and be used in the synthesis of carboxamides and 
sulfonamides. The advantages of the method are the elimination of problems 
associated with variability of a lkoxybenz aldehyde resins, minimization of 
difficulties encountered in solid-phase reductive aminations, and a means for 
quantifying the resin loading of the secondary amine. 

IT 467215-57-2P 467215-58-3P 467215-59-4P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(alternative method for the preparation of resin-bound secondary amines) 

RN 467215-57-2 CAPLUS 

CN Butanoic acid, 4- [4- [ [ [ (9H-f luoren-9-ylmethoxy) carbonyl] (2- 

methoxyethyl ) amino] methyl]- 3 -methoxyphenoxy] - (9CI) (CA INDEX NAME) 



H02C- (CH2) 3-0 




H2 

L— CH2 — CH2— OMe 
C=0 
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